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| ^A^A^ 


351 


NHCO(CH 2 )nCH 3 


O NH 2 

CO 




352 


NHCONH(CH 2 )ioLH 3 


0 NH 2 

-CO 




355 


NHCONH(CH 2 ) 10 CH 3 


HN "\' if 
T" HN-" 


r ^L^Aj 


356 


NHCONH(CH 2 ), 0 CH 3 


OCH3 

i N 
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358 


NHCO(CH 2 ) 8 CH 3 


. /=\ 9 H /=\ 

"T — 6 




359 


NHCO(CH 2 ) 8 CH 3 






360 


NHCO(CH 2 ) 8 CH 3 


/=\ 9 , — \ 
~r ^ — 6 v — 1 


'^^-^ 


361 


NHCO(CH 2 ) 8 CH 3 






362 


NHCO(CH 2 ) 8 CH 3 


HN^X /V-S-N NPh 


0 NH 2 

A X 


363 


NHCO(CH 2 )gCH 3 




0 NH 2 


364 


NHCO(CH 2 ) 8 CH 3 


HN -sTVs rfVTN 




365 


NHCO(CH 2 ) 8 CH 3 


^/=\ 9 ,-\ 

HN'^<v A-S-N NBn 

\ — / 5 \ / 


O NH 2 


366 


NHCO(CH 2 ) 8 CH 3 




O NH 2 


367 


NHCO(CH 2 ) 8 CH 3 


H m^\/ \— S-N Ym( \ 
MsO 


i ^x^x^ 


368 


NHCO(CH 2 ) 8 CH 3 


u \ — C_ M \j — / \ 

CI 


0 NH, 


369 


NHCO(CH 2 ) 8 CH 3 


r~\ 0 — 0 


0 NH 2 


370 


NHCO(CH 2 ) 8 CH 3 


^ z=\ 9 ,-\ /=\ 




371 


NHCO(CH 2 ) 8 CH 3 


hi/nT = V-I-n -A k x(' = Vo 
ni " \ 7 r IN '\/f\ // y 

^ 0 V 




372 


NHCO(CH 2 ) 8 CH 3 


HN^Nv )-S-N ,) 

r ^ o M 

CF^ 


O NH 2 


373 


NHCO(CH 2 ) 8 CH 3 


CI 




374 


NHCO(CH 2 ) 8 CH 3 
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375 


NHCO(CH 2 ) 8 CH 3 


hkT^/ V-s-n Jx \ 




376 


NHCO(CH 2 ) 8 CH 3 


/=\ o H /=\ 

ukfV, ,) — S-N A\ /> 

tin \j ? ^\_/ 

F 




377 


NHCO(CH 2 ) 8 CH 3 


/=\ 9 H /=\ 




378 


NHCO(CH 2 ) 8 CH 3 


/= o H ~ 


0 NH 2 


379 


NHCO(CH 2 ) 8 CH 3 


^/=\ 9 H /=\ 
HKfV, ,) — S-N A\ i) 

Lin 

CI 


0 NH 2 

A3 


380 


NHCO(CH 2 ) 8 CH 3 






381 


NHCO(CH 2 ) s CH 3 


F 




382 


NHCO(CH 2 ) 8 CH 3 


hnT^Nv a— S-N ' z 1 — F 


0 NH 2 

A5 


383 


NHCO(CH 2 ) 8 CH 3 




O NH 2 


384 


NHCO(CH 2 ) 8 CH 3 


9 H r-v 


( A^Aj 


385 


NHCO(CH 2 ) 8 CH 3 


HN"^N\ V-S-N^ A /> 

\. y ^ 


i A-^Aj 


386 


NHCO(CH 2 ) 8 CH 3 


CF 3 




387 


NHCO(CH 2 ) 8 CH 3 




O NH 2 


388 


NHCO(CH 2 ) 8 CH 3 






389 


NHCO(CH 2 ) 8 CH 3 


CI 


r A^A| : 


390 


iNrlUU^Crl 2 J 8 v„xi 3 


CI 
CI 




391 


NHCO(CH 2 ) 8 CH 3 


CI 
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392 


NHCO(CH 2 )gCH 3 




O NH, 


393 


NHCO(CH 2 ) 8 CH 3 




O NH, 


394 


NHCO(CH 2 ) 8 CH 3 


o H 


0 NH, 

-^6 


395 


NHCO(CH 2 ) 8 CH 3 






398 


NHCO(CH 2 ) 8 CH 3 






399 


NHCO(CH^)gCH 3 






400 


NHCO(CH 2 ) g CH 3 


0 


O NH 2 


401 


NHCO(CH 2 ) 8 CH 3 


° 




402 


NHCO(CH 2 ) 8 CH 3 


HN if 'T i 

s / S 




403 


NHCO(CH 2 ) 8 CH 3 


o 




404 


lNhlUU( i V^rl 2 j 8 v^rl 3 


HN y ^pur- 3 

1 

OH 




405 


NHCO(CH 2 ) 8 CH 3 


4* 


O NH 2 

AS 
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406 


NHCO(CH 2 )gCH 3 


H 


0 NH 2 

11 "j 


407 


NHCO(CH 2 ) 8 CH 3 


HN jf ^ 

° Y S \ 

\=/ 

Ci 




408 


NHCO(CH 2 ) 8 CH 3 


HN ] | 
0 




409 


NHCO(CH 2 ) 8 CH 3 






410 


NHCO(CH 2 )gCH 3 
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14. The compound according to claim 13 selected from the group 

consisting of 



Cpd# 


R 


R 1 


R 2 


45 


NHCO(CH 2 )gCH 3 


*"7~ NH 2 "~N 


O NH, 


54 


NHCO(CH 2 ) 8 CH 3 


O 

HN -A^^/^^NH 2 
T NH 2 




76 


NHCO(CH 2 )gCH 3 






81 


NHCO(CH 2 ) 8 CH 3 




0 


85 


NHCO(CH 2 ) 8 CH 3 


CH 3 


O NH, 

— u 


102 


NHCO(CH 2 ) u CH 3 


o 

T NH 2 T J> 


-r U 


209 


NHCO(CH 2 )gCH 3 


N0 2 




212 


NHCO(CH 2 ) 8 CH 3 


HN-^jj 




253 


NHCO(CH 2 ) 8 CH 3 






260 


NHCO(CH 2 ) 9 CH 3 


NH 

x 

HN NH2 




262 


NHCO(CH 2 ) 12 CH 3 


NH 

JJ 

HN NH 2 

l 




282 


NHCO(CH 2 )gCH 3 


N0 2 




285 


NHCO(CH 2 ) 8 CH 3 


CI 
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319 


NHCO(CH 2 ) 9 CH 3 




^O^N^H2 


322 


NHCO(CH 2 )nCH 3 


HN X \\ 


■TO 


333 


NHCO(CH 2 )i 0 CH 3 




O NH 2 

4^6 


334 


NHCO(CH 2 )ioCH 3 


HN^Nf ~j) 
~p HN 


4^6 


335 


NHCONH(CH 2 )i iCH 3 


T" HN 


O NH 2 

M 

-T- IJ 


336 


NHCONH(CH 2 )nCH 3 


1 ^^^N02 


O NH 2 

~r KJ 


344 


NHCO(CH 2 )i 2 CH 3 


O NH 2 


O NH 2 


355 


NHCONH(CH 2 ) 10 CH 3 


HN^) 


O NH 2 



15. A compound of formula (I) according to any one of claims 1-4, 
wherein R is NHCO-[(C 6 -Ci 4 )-alkyl]-CH 3 , and R 1 and R 2 are selected from: 
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R' 




; H 

1-N.^NC0 2 tBu 
NHC0 2 tBu 


O NH, 

- u 


i H 

NH 2 




NHS0 2 Ph 


0 NH 2 

- u 


— j»~ H 


O NH 2 


S 
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O NH 2 

>-VS 


s 

~r H U/ 




S 

H 


0 NH 2 


0 N-NH 
1 H C0 2 H 


O NH 2 


O NH 2 




O NH 2 
CI 




O NH 2 

T 

Br 


O NH 2 
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0 NH 2 




0 NH 2 

CH 3 


O NH 2 

-r 


0 NH 2 
OCH 3 


O NH 2 


0 NH 2 

HN'^|^^' 0CH:1 


0 NH, 



O NH, 


O NH, 


0 N0 2 

HN'^jj^j 




O NH 2 
C0 2 H 




O NHCH 3 


O NH, 

1J 1 


0 OCH 3 

A 1 


0 NH, 
II i 


0 NH 2 

iSL'VS 

' V 

OH 


r --A^^ ! 


0 NH, 


0 NH, 

11 1 






0 NH, 


0 NH 2 

X X 


O NH 2 

1 V 

F 


O NH 2 

-A16 


O NH 2 


^A^J^ 2 


0 




O 

X N 


O NH, 

A 1 

-A6 




,AA^A^ 


0 

AlX, 


j^-A^Aj 


O SCH, 


| AA^-^ 2 



0 1 

A A 

" u 


0 NH 2 

Aj 


H -ro 


O NH 2 

11 1 

Ai 


0 


O NH 2 

Ai 


O NHCH 3 

A X 

HJ MU 


O N, 

Ab 


HN A 

hn a-aT 




-r U F 


O NH 2 

Ai 


0 OCOCH, 

HN^Y^C0 2 H 
1 OC0CH 3 




OCK3 


A^a| 


0 

X ^ 

UN y^NHBOC 
1 NHBOC 


^X^X^ 


O 

HN A^-\^C0 2 CH 3 
~7~ NHBOC 


O NH, 
JJ 1 

A) 


O 

If 

HN^Y^C0 2 'Bu 
1 NHBOC 


O NH 2 


O 




0 « 


O NH 2 

X X 

A^ 


0 

HN A^^,C0 2 CH 3 


O NH 2 
1) 1 

Ai 


0 

HN-^Y^/CONHj 


O NH 2 

As 


0 

HJST^Y^CONH 2 


^A^A^ 2 


O 

um'\/\^ , NHTs 
HN >^ V"" ls 

~T~ NHBOC 


^A-jA^ 2 



1/3 



o 

~T NH 2 


O NH, 

Ab 






o ^^^^ 


0 NH, 

+ u 


0 


O NH, 

Ai 


0 


0 NH, 

Ai 


0 

HN '|^^ J^NBOC 
T~ NH 2 N; =/ 




0 

II 

HN^-^NHBOC 




NH(CH 2 ) 2 OH 




HN-^Y" N Y NHPh 

NH 2 






0 NH 2 






H 


0 NH 2 


CH 3 








CH 3 

-A3 




CH 3 




! T~'XXcAC)~ Np! 


^^^ 2 



I/O 






0 NH, 




0 NH, 


/X 








-nCU 


x^^j^x 








O NH 2 




0 NH 2 

11 1 


/ \ 


0 NH, 


1 N 
H 


0 NH 2 

1 X 




X^^ 
















O NH 2 

Jl 1 







^^"O n Dodecyl 


0 NH 2 




O NH, 


1 ^^O n Octyl 


0 NH 2 


HN '^^^^^^^j < ^ 2 ^ 


O NH 2 


T~ I JL 

NMs 2 








HN'^^ X N' Ph 


O NH 2 








0 NH, 

fill 






1 , . \ 












F 


O NH 2 











iOl 




p-\ 


AX' 


Hp 




0 S0 3 H 




0 

nh 2 L^A OH 


O N 3 


J Boc 






0 NH 2 


t\ U / 

2 




CI 








' ^^N(CH 3 ) 2 




CI 




0 










O NH 2 

AS 


~r nh 2 




1 NHBocV N ^ 





C!TL \> /( \ / 

N02 




' NO, ° 




^\ ,N N-(\ /^CFj 




NH 
HN^NH 

~r ^ 


0 NH 2 


























OH 




H ~POQ F 






0 NH, 















J.OO 



CI 




- 0 ^ o 






O NH 2 






CFS 




Ukt^\/ \_g_W Yf— / \— CI 

CI 






0 NH, 


F 




F 


O NH 2 


^ /=\ 9 H /=\ 






O NH, 


Cl 


O NH 2 


/=\ 9 H /=\ 




HNI^^Nv V-S-N ^ A— F 


0 NH, 


LjKr^V'' \ — C— m \ — C 

tlii vy | N -~-\_^ h 










0 NH 2 

+- 1 o 
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^/=\ 9 H /=\ 

— ' o )— J 

F 3 C 




UlL " ^\_J! 

CF 3 


0 NH 2 

A; 


/=\ 9 H /=\ 




~H ^ — ' o \_f 




o H / = 

; — 0 

CI 




CI 

LJM^X/ \_C_M / \ 

CI 




HNr^vf \_Q-N A \—c\ 
CI 












/=S O H 




_ /=\ 9 H /^X 


0 NH 2 

U 1 






ci-"\^/ 


0 NH 2 

Ai 


0 
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- 


AS 




A3 








XX 1 


1 T^O 


As' 


H 






AS 


0 

0 2 N. J^ K , 


A3 


- Uv 
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16. The compound according to claim 15, wherein R is selected from 
NHCO-[(CH 2 ) 6 . ]4 ]-CH 3 . 

1 7. A pharmaceutical composition comprising the compound 
according to any one of claims 1-4 and a pharmaceutically acceptable carrier. 

18. A method of treating a bacterial infection in a subject, comprising 
the step of administering a therapeutically-effective amount of the pharmaceutical 
composition according to claim 17 to a subject in need thereof. 

19. The method according to claim 18, wherein said subject is selected 
from the group consisting of a human, an animal, a cell culture or a plant. 

20. The method according to claim 18, wherein said bacterial infection 
is caused by a gram-positive bacteria. 

21. The method according to claim 20, wherein said bacteria is an 
antibiotic-resistant bacteria. 

22. The method according to claim 21, wherein said antibiotic- 
resistant bacteria are resistant to an antibiotic selected from the group consisting of 
vancomycin, methicillin, glycopeptide antibiotics, penicillin and daptomycin. 

23. The method according to claim 18, further comprising the step of 
co-administering more than one compound of Formula (I) to a subject in need thereof. 

24. The method according to claim 18, further comprising the step of 
co-administering an antimicrobial agent other than a compound of Formula (I) to a 
subject in need thereof. 
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25. The method according to claim 22, wherein said antimicrobial 
agent is selected from the group consisting of penicillins and related drugs, 
carbapenems, cephalosporins and related drugs, aminoglycosides, bacitracin, 
gramicidin, mupirocin, chloramphenicol, thiamphenicol, fusidate sodium, lincomycin, 
clindamycin, macrolides, novobiocin, polymyxins, rifamycins, spectinomycin, 
tetracyclines, vancomycin, teicoplanin, streptogramins, anti-folate agents including 
sulfonamides, trimethoprim and its combinations and pyrimethamine, synthetic 
antibacterial s including nitrofurans, methenamine mandelate and methenamine 
hippurate, nitroimidazoles, quinolones, fluoroquinolones, isoniazid, ethambutol, 
pyrazinamide, para-aminosalicylic acid (PAS), cycloserine, capreomycin, 
ethionamide, prothionamide, thiacetazone, viomycin, eveminomycin, glycopeptide, 
glycylcylcline, ketolides, oxazolidinone; imipenen, amikacin, netilmicin, fosfomycin, 
gentamicin, ceftriaxone, Ziracin, LY 333328, CL 331002, HMR 3647, Linezolid, 
Synercid, Aztreonam, and Metronidazole, Epiroprim, OCA-983, GV-143253, 
Sanfetrinem sodium, CS-834, Biapenem, A-99058.1, A-165600, A-179796, KA 159, 
Dynemicin A, DX8739, DU 6681; Cefluprenam, ER 35786, Cefoselis, Sanfetrinem 
celexetil, HGP-31, Cefpirome, HMR-3647, RU-59863, Mersacidin, KP 736, Rifalazil; 
Kosan, AM 1732, MEN 10700, Lenapenem, BO 2502A, NE-1530, PR 39, K130, 
OPC 20000, OPC 2045, Veneprim, PD 138312, PD 140248, CP 1 1 1905, Sulopenem, 
ritipenam acoxyl, RO-65-5788, Cyclothialidine, Sch-40832, SEP- 1326 13, 
micacocidin A, SB-275833, SR-15402, SUN A0026, TOC 39, carumonam, 
Cefozopran, Cefetamet pivoxil, and T 381 1. 

26. The method according to claim 22, wherein said antimicrobial 
agent is selected from the group consisting of imipenen, amikacin, netilmicin, 
fosfomycin, gentamicin, ceftriaxone, teicoplanin, Ziracin, LY333328, CL331022, 
HMR3647, Linezolid, Synercid, Aztreonam and Metronidazole. 

27. The method according to claim 19, wherein said subject is selected 
a human or an animal. 
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28. The method according to claim 27, wherein said subject is a 

human. 

29. A compound having the formula (III): 




wherein R 15 is selected from hydrido and an carbamate amino protecting group, 
preferably a terf-butoxycarbonyl group; wherein R 16 is selected from the group 
consisting of 




wherein R 57 is a halo or halo substituted alkyl group, preferably a fluoro or 
trifluoromethyl group; wherein, R 20 is an amino acid side chain, preferably a lysine or 
tryptophan side chain. 
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30. The compound according to claim 29 selected from: 



Compound # 
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^ 
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o 
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31. A method of using the compound according to either of claims 29 
or 30 to make a compound according to any one of claims 1-4. 



